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e.g. hypertension and congestive heart failure as an angiotensin II receptor 
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CONSTITUTION: A compound of formula I (R1 is H, an alkyl, alkenyl, cyclic 
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[0 0 5 0] 

[0 0 5 1] (##091) 
X5\>P 4-^^-2- (n-^nW) 73/^7 

'/-;i—5-A;p#*^7-h (*ra#) ©Kit 

[0 0 5 2] 
59 Mfc9] 




Ma 




[0 0 5 3] N-n-^nfcMl^^lR (7 3 Omg, 
6. 1 8mmo 1) t2 -^□D7-fehKSEX5 L Jl/ (1 
g, 6. 0 8mmol) tfflS-&^l*, 1 1 0*CICT1 

a u &mfc&® i . 2 g £*sfegtt*a i LT#fc. 

[0 0 5 4] IR!$S : 8 6. 5% ; MA : 1 0 3 - 1 0 

4-C 

7nJfc#*r: Ci o Hi 6 N 2 0 2 StL-T 

§r#fii (.96) :C, 5 2. 6 1 : H. 7. 0 6 ; N. 1 

2. 2 7;S, 1 4. 04 50 



mmm (.%) :C, 5 2. 3 5;H, 6. 9 7;N. 1 
2. 2 0;S, 14. 0 3 

NMR (CDC 1 j) 5:0. 9 9 (3H, t. J = 
7. 4Hz), 1. 33 (3H, t. J = 7. 2H 
z) . 1. 69 (2H, sext, J = 7. 4Hz), 
2. 53 (3H, s ). 3. 20 (2H, t, J = 
7. 4Hz), 4. 26 (2H. Q, J = 7. 4H 
z) , 6. 5-6. 8 (1H, broad) . 

[0 0 5 5] <#%0|2) 
y.^)V 4-*^)l- 2 - [N— (n-^DtJk) — N 
- [ [2* - (2 -hU^I/xh 9^-^-5— fJW 
tf7xXJP-4— OW 73 y] 

5-*^+->7-h OffflflO ©fiat 

[0056] 

[fcl 0] 



(8) 
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C0 2 Et 





LJ-HMDS/THF-DMEU 




Tr-Tet" 



[0 0 5 7] ##mT»Sft&X^ 4-*T)V- 

2- (n-yntr;w 73/^7v^;p-5-#;i^* 

->7-h <2 2 9mg, lmmol) STHF (1m 
L) te^Wt^fr^U^UT (0. 4mL) CDjg 
^S^fC^Ljto £CD&MIC*#T 1 N-U^Afcf 
XhU/^*5/U*73 HOTHFSJS (1. lmL, 
1. lmol) ^STb, 2 0M^S^S»lfc fl 
dco^fi 2 ' - (2- HJ^Mr 
h7^-5-^;W lf7x-;K6 6 5mg, 1. 
2mmo 1) OTHF (7mL) g&£*#T*rFL 
fc. £i&T?2 0I$HI£#U*:«, ZOK&Wt&KMzm 

^DVh^77>f- (h;UX> :BSXfJN3 0 : 

T, ilft^4 6 Omg$0M«StlWco 
[0 0 58] «*: 6 5. 3%; Mjfil : 7 1 - 7 5*C * 

C0 2 Et 



*7c3§##r : C* 
i0 SH¥® (96) 
1. 92;S, 
^ifflfil (SO : 

1. 7 9 ; S. 
NMR (CDC 1 3) 6 
7. 0Hz) , 1. 3 2 
z), 1. 61 (2H, 

2. 5 6 (3H, s ) 



3 H40NbO2S£LT 

C, 7 3. 2 7 ; H, 



7 2 ; N, 1 



4. 
C, 
4. 



5 5 
7 3. 
4 9 



1 8 ; H f 5. 9 6 ; N, 1 



: 0. 8 5 (3H, t, J = 
(3H, t, J = 7. OH 
sext, J =7. 0Hz), 
, 3. 19 (2H, t, J = 




7. 0Hz) , 4. 2 5(2H,q,J=7.4Hz),4.65(2H,s),6. 
87-7.58(22H,m),7.90-7.99(lH , m) e 
^ [0 0 5 9] oatm) 

4-*^-2- [N- (n-^DW — N 
- [ [2 f - (lH-fh77-^-5~^;W bf^x 

x;w-4--oi/| 7$/] ^7\/-;i/- 5 

;M**->?-h (1-4) ©Sit 

[00 60] 

Hfcl 1] 



HCOOH/CH a CI 2 



Tr-Ter* 



[0 0 6 1] ##«12T^^n^X^ 
2- [N- (n-yatf;W -N- [ [2' - (2-h 

u^;v^h^y-;v-5 — r;w tryxx;p-4--r 
;W *^;W 7^/] ^7y-;i/-5-*my7- 

K (4 3 0mg, 0. 6 lmmol) CDi^DD;*^> 
(6mL) ^SS1C8 8%^K (8mL) $r^cf&T?STU 
fco JlcOSiS8Slg^^T4^raja^b^S> 

H^^tttc^^STSD^ ^^na^^>{cT3®ttffl 

(^DD^^>:^^y-JP=3 
0:1) KTlfWU $e>lCv^it>^^T«j!Sffi 

(I -4) 2 6 0mg$a 

[0 0 6 2] IRJ£ : 9 2% 




H-Tet* 



7cSi#«f: C 2 4H 2 6N6 0 2 S • 0. 2 5H 2 0«hLT 
IHM (X) :C, 6 1. 72 ;H, 5. 7 2;N, 1 
7. 



99;S, 6. 8 7 
(%) : C, 6 1. 
7. 8 7 ; S, 6. 7 6 
NMR (CDC 1 3) 6 
7. 4Hz), 1. 2 9 
1.7 1 (2H, 
4 9 (3 H, s ) 



72 ;H, 5. -7 2 ; N, 1 



z) 
2. 
7. 
z) 
H, 



0. 9 5 (3H, t. J = 
(3H, t, J = 7. 2H 
sext, J = 7. 6Hz) , 
, 3. 40 (2H, t, J = 



50 



4Hz), 4. 25 (2H. q , J = 7. 2H 
, 4. 73 (2H, s), 7. 11-7. 20 (4 
m) , 7. 3 9 - 7. 6 8 (3H , m) , 8. 0 
0-8. 0 8 (1 H, m) o 
[0 0 6 3] (§6*S092) 

4 - 2 - [N- (n-yot?;W - N - 

[ [2 B - (!H-fh7^-5->fjW hf^xx 



(9) 



15 



)V-4-"()V\ *?)V\ 75 7] ^7 5 * [0 0 6 4] 
(1-1) CDEiS * litl 2] 

COjEt 

LIOH 




M«OH-THF-H 2 0 



H-Tet* 
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H-Tai' 



(1-1) 



[0 0 6 5] mmmn?nt>fttz4-*T)v-2- cn 

- (n-ynfc?;w - N — [ [2' - (fh7^- 
5-<JW fcT7x-^-4— iM 73/] ? 

7^-5-*M^>7-h (2 6 0mg, 0. 5 
6mmo 1) &**J—)V (2mL) tTHF (2m 
L) <h* (0. 6mL) £<Ojg^&K&#;*ii:, *K 
fcU^A (1 2 Omg, 5mmo 1 ) ZMtLTco dCD 

7 01CT6^1inf&«#U^ JSISbfco 
SiS£*K:»#>U 2fcftTlN-*fflK (5. 5mL) £ 

r^Z.h\Z^^onm^m (I - 1) 14 0mg£# 

[00 6 6] 5 7. 6% 

tuS#W: C 22 H 22 N 6 0 2 S • 0. 15 i-CaHriL 
T 



Smfffii (*) : C, 6 1. 14;H, 5. 40;N, 1 
8. 68;S, 7. 13 

^fiHfi (%) : C. 6 0. 8 8 ;H, 5. 58 ;N, 1 
8. 9 7 ; S, 7. 13 

NMR (CDC 1 s) 6:0. 92 (3H, t, J = 
7. 6Hz) , 1. 69 (2H, se xt, J = 7. 
4Hz), 2. 53 (3H, s), 3. 38 (2H, 
t, J =7. 6Hz ) , 4. 7 3 (2H, s) , 7. 
20 10-7. 22 (4 H, m), 7. 43-7. 65 (3 
H, m) , 7. 7 4-7. 8 0(1H, m) 0 
[0 0 6 7] (§HJB093) 

4-^^-2- [N-^DW-N- [ [2* - (1 

75/] -5- (lH-fh?7-*-5- f 
;W ?T*/-fr (1-2) 
[0 0 68] 



[ft 13] 




[0 0 6 9] N- n-^ntfJlz-N- (2' -^7/tf 
7x-;P-4-^f;W (3 10mg, 

1. Ommo 1) L2-i7Ua7'th7'teb—hi))V 

(130mg, 1. lmo 1) iKDU^^S 0t:T 

1 5^wjui»b^^ rafi»d««s»x^&ttniK 

y^ATKM, ^iK^S^L^o #enfefft««S 
(3*7 0mg)^i/^>(8mL)l:S»U hO*? 
)V^>T-JY (lg, 4. 9mmo 1) 110 
•Cfcxi 8^rWliD^JSi$bfco fl:S4&£SBiRL;**/-- 

jg&K (0. 5mL) SrJnA, S®"C3 



50 



SHttifrU 2*>\Z&ft&&7k\ZTl\EiVl&l,T. 

: ^^y-;P:S8= 10 0:5:0. 4) \ZT 

0, »*tlt«^(I-2)6 0mg^. 
[00 7 0] 1 3. 1% 

7Cf8S#*T : C 22 H 22 Nio S • 0. 5H 2 O-0. 5 C< H 
*0 2 (S>:**1*» <hbT 

tffitfil (96) : C, 5 6. 3 4 ; H, 5. 32 ;N, 2 
7. 3 8 ; S, 6. 2 7 

(%) : C, 5 6. 3 4 ;H, 5. 2 1 ; N, 2 



(10) 
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7. 0 8 ; S, 6. 3 1 

NMR (CDsOD) 6:0. 94 (3H, t, J = 

7. 4Hz), 1. 70 (2H, se xt, J=7. 
0Hz), 2. 5 3 (3H. s) , 3. 4 5 (2H, 
t, J = 7. 4Hz ) , 4. 79 (2H, s) , 7. 
11 (2H. d, J = 8. 0Hz), 7. 2 X 8 (2H, 

d. J = 8. 0Hz)/ 7. 5 3-7. 70 (4H, 1 
m) o 

[0 0 7 1] £TF, mmz. TEO{fc^fe£^L*:. 
[0 0 7 2] (1-3) 4-^^;l/-2- [N-^? 10 
;i/-N- [ [2' - (lH-rh7^-5-<JW 

tf^xn;i/-4-<;w 7^/] -5- (ih 

7c3l##r : C23H24N10S • 0. 5H 2 O-0. lyt 

»JMt (%) : C, 5 7. 3 1 ;H, 5. 3 0 ; N, 2 

8. 56 ; S, 6. 5 4 

(%) : C, 5 7. 1 0 ; H, 5. 3 0 ; N, 2 
8. 2 8 ; S, 6. 4 2 a? 
NMR (CDsOD) 5:0. 9 5 (3H, t, J = 
7. 6Hz) , 1. 36 (2H, sext, J = 7. 6 
Hz), 1. 66 (2H, quint, J = 7. 6H 
z) , 2. 5 3 (3H, s) , 3. 4 8 (2H, t, J 
= 7. 6Hz), 4. 78 (2H, s), 7. ll*3«t 
Zf7. 27 (2HX2, ABq, J=8. 2Hz), 
7. 5 0-7. 7 0 (4H, m) 
I R (KB r) cm- 1 : 1 6 0 2, 1 5 9 1, 
[0 0 7 3] (1-5) X^JV 4-X^;i/-2- 
[N- (n-yntfJU) — N — [ [2' - (lH-rh 30 

7^y] f7y-;i/-5-*mi/7-h 

Ht^: 7^77X 

7C^»«f : C2 5 H2 8 N 6 0 2 S • 0. 3H 2 O-0. 4y 

ftJMt (30 : C, 6 1. 7 6 ; H, 6. 2 0 ; N, 1 
6. 24 ; S, 6. 2 0 

SSSJffl (%) : C, 6 1. 9 1 ; H, 6. 0 8 ; N, 1 

6. 5 0 ; S, 6. 18 

NMR (CDC 1 s) (5:0. 94 (3H, t, J= 40 

7. 4Hz). 1. 19 (3H, t, J = 7. 6H 
z) , 1. 31 (3H, t, J = 7. 2Hz) 1. 70 

(2H, sext, J = 7. 4Hz) , 2. 91 (2 
H, q, J = 7. 6Hz) , 3. 39 (2H, t, J = 
7. 4Hz), 4. 23 (2H, q, J = 7. 2Hz) 
4. 73 (2H, s) , 7. 13^<ttf7. 24 (2H 
X2, ABq, J=8. 2Hz), 7. 40-7. 63 

(3H, m) , 7. 9 9-8. 0 3 (1H, m) 
I R (KB r) cnr* : 1 6 9 7, 1 5 3 3 a 

[0 0 7 4] (1-6) 4-X^-2- [N- (n 50 
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-N- [ [2' - (lH-fh7^- 

7^/-;i/-5-*;i/#>e 

86^: 7^77X 

TcSfrffT: C23HHN6O2S • 0. 5H 2 O-0. 5y 
LT 

ffgte (%) : C, 5 9. 8 6 ; H, 5. 8 3 ; N, 1 
6. 7 5 ; S, 6. 3 9 

(%) : C, 5 9. 5 8 ;H, 5. 8 3 ; N, 1 

6. 8 3 ; S, 6. 3 3 

NMR (CDC 1 s) 6:0. 94 (3H, t, J = 

7. 4Hz), 1. 24 (3H, t, J = 7. 8H 
z) , 1. 69 (2H, sext, J=7. 8Hz), 

2. 97 (2H, q, J = 7. 4Hz), 3. 40 (2 
H, t, J = 7. 8Hz), 4. 75 (2 H, s) , 
7. 14fc£tf7. 24 (2HX2, ABq, J = 8. 
2Hz) , 7. 4 3- 7. 5 9 (3H, m) , 7. 83 
-7. 8 7 (1H, m) 

I R (KB r ) cm 1 : 1651, 1602 o 
[0 0 7 5] (1-7) 4-MJ7MP/ 

^-2- [n- (n-^atr;w -n- [ [2 f - 

(lH-rh77^- 5— OW lf7x-;P-4-> f 

7C^*f : C24H23N6F3O2S • 0. 2H 2 0<hbT 
»JMt (X) : C, 5 5. 4 2 ; H, 4. 5 3 ; N, 1 

6. 1 6 ; S, 6. 16 

*H«t (W : C, 5 5. 2 7 ; H, 4. 62 ;N, 1 
5. 90;S, 6. 0 2 

NMR(CDCls) 5:0. 98 (3H. t, J = 

7. 4Hz), 1. 34 (3H, t, J = 7. OH 
z), 1. 73 (2H, sext, J=7. 4Hz), 

3. 46 (2H, t, J=7. 4Hz) , 4. 30 (2 
H, q, J = 7. 0Hz), 4. 78 (2H, s), 
7. 20*^7. 33 (2HX2, ABq, J = 8. 
0Hz) , 7. 3 9-7. 6 4 (3H, m) , 8. 09 

- 8 . 1 4 ( 1 H, m) o 

[0 0 7 6] (1-8) 4-hV7)l*U*?)V-2 

- [N— (n-7u¥)V) -N- [ [2 f - (lH-f 

b?V-)V- 5 — r;w ¥yjL~)l- 4 ->f ;W 

M:7^7 7X 

7C*^*f : C22H19N6F3O2S • 0. 2H 2 O-0. 4 

fUJffi (%) : C, 5 3. 7 5 ; H. 4. 3 2 ; N, 1 

5. 94 ;S, 6. 0 8 

$$mm (%) : C. 5 3. 6 3 ; H. 4. 3 5 ;N, 1 

6. 17 ;S, 6. 3 8 

NMR (CDC 1 •) <5 : 0. 94 (3H, t, J = 



(11) 
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7. 4Hz) , 1. 70 (2H, sext, J = 7. 4 
Hz), 3.V3 9 (2H, t, J = 7. 4Hz), 4. 
76 (2H,'s), 7. 14*5<fctf7. 22 (2 H X 
2, ABq, J = 8. 4Hz), 7. 43-7. 64 

(3H, m) , 7. 8 0-7. 8 4 ( 1 H, m) 
I R (KB r) cm 1 : 1 6 9 0, 1 6 04. 
[0 0 7 7] (1-9) X^Jl, 4-*3\>i,-2- 
[N-7UJI/-N- [ [2 f - (lH-fh77^- 

5->r;w K7xr*-4- fjw *y;n r^y] ^ 

tc&#«t: C 2 ^H 2 4N802S • 0. 3H 2 Otlt 
ttJMI (%) : C, 6 1. 86 ;H, 5. 3 2 ; N, 1 

8. 0 4 ; S, 6. 8 8 

ftSflfi (%) : C, 6 2. 0 5 ;H, 5. 4 4 ; N, 1 
7. 8 8 ; S, 6. 7 1 

NMR (CDCls) 6:1. 32 (3H, t. J = 
7. OHz), 2. 49 (3H, s) , 4. 07 (2 
H, d, J = 5. 4Hz) , 4. 24 (2H, q, J = 

7. OHz), 4. 70 (2H, s) , 5. 26 (2 # 
H, m) , 5. 8 1 (1H, m) , 6. 9 1 ( 1 H, b 
road) , 7. 0 8-8. 0 8 (8H, m) 

1 R (KB r) cm 1 : 3 3 9 4, 1 6 9 lo 

[0 0 7 8] (1-10) 4-j*^;i/-2- [N-7 
U^-N- [ [2* - (lH-fh77-^-5H 

M tf7x-;i/-4->f;w *^>n zsy] ^7*/- 
5 -#;v#>si 

HfcSt: 1 3 0- 1 3 It: 

7C^»*r : C22H 2 oN 6 0 2 S • 0. 2 57th> - 0. 

2 5H 2 0£UT ,30 
ttfVM (%) : C. 6 0. 5 2;H, 4. 9 1 ; N, 1 

8. 61 ;S, 7. 10 

HffiflL (%) : C, 6 0. 4 2 ; H, 4. 94;N, 1 
8. 63 ; S, 7. 0 7 

NMR (DMSOd-e) (5:2. 43 (3H, s) , 
4. 07 (2H, d, J = 5. OHz) , 4. 70 (2 
H, s) , 5. 2 0 (2 H, m) , 5. 7 8 (1H, 
m) , 7. 08*5<fctf7. 24 (2HX2, ABq, J 
= 8. 4Hz) . 7. 5 0- 7. 5 5 (4H, m) , 1 
2. 44(1 H, broad) 40 
I R (KB r) cm 1 : 3 1 1 0, 1 6 6 5. 
[0 0 7 9] (I -11) 4-*^)V-2- 
[N-->^D^>5 1 ;U-N- [ [2' - (lH-rh7 

% /— *-s-<;w bfyxx;^-4--r;v] 7 

7c3t##r : C^HaeNeOz S ■ 0. 2 5HaO-0. 2 
5^+1^>tbT 

fftttfll (SO : C. 6 2. 9 5 ; H, 5. 9 7 ; N, 1 

6. 3 1 ; S, 6. 2 2 50 



4$88¥7- 1 1 2 9 7 5 

^jfflffl OK) : C, 6 2. 8 4 ; H, 5. 9 8 ; N, 1 

6. 05;S, 6. 11 

NMR (CDC Is) 6 :1. 3 1 (3H, t, J = 

7. 2Hz) , 1. 5 0- 1. 8 0 (6H, m) , 1. 
95-2. 15 (2H. m) , 2. 46 (3H, s) 
4. 24 (2H, q, J = 7. 2Hz), 4. 41- 
4. 5 8 (1H, m) . 4. 6 2 (2H, s) , 7. 1 
lS5d;tf7. 19 (2HX2, ABq, J = 8. 2H 
z) , 7. 4 0 - 7. 6 4 (3H, m) , 8. 03- 

8. 1 0(1H, m) 

IR(KBr)cm- 1 :2960, 1697, 151 
3o 

[0 0 8 0] (1-12) 4-^^-2- [N-v 
?W<>^)l-N- [ [2' - (lH-fh77-;P- 
5 --CM \>7jl~)V-4->{)V\ *9>M 73>y] ^ 

l&M, : 7^7rX 

5c*#*: C24H24N6O2S - 0. l^\4^>chLT 

(%) : C, 6 2. 9 8 ; H, 5. 4 6 ; N, 1 

7. 9 1 ; S, 6. 8 3 

(%) : C, 6 3. l 0 ;H, 5. 5 4 ;N, 1 

7. 7 8 ; S, 6. 6 0 

NMR (CDC Is) 6:1. 5 7 - 1. 8 0 (6H, 
m) , 1. 8 8-2. 1 5 (2H, m) , 2. 43 (3 
H, s) , 4. 3 2-4. 8 0 ( 1 H. m) , 4. 6 2 
(2H, s) , 7. 0-7. 12 (4H, m) , 7. 3 
9-7. 60 (3H, m), 7. 88-7. 92 (1 
H, m), 10. 10-10. 70 (1H, broa 
d) 

IR (KB r) cm' 1 : 2 9 5 8, 1653, 158 
7 0 

[0 0 8 1] (1-13) X^;V 2— [N— (n — 
?u¥)V) -N- [ [2' - (lH-rh7^-5 
i)V) \d7*-)V-4-<1M 7^y] ^7 

B6^: 7^77X 

7C^«f : C2sH 2 4N6 0 2 S^UT 

ifgffi OK) : C, 6 1. 5 9 ; H, 5. 3 9 ; N, 1 

8. 7 4 ; S, 7. 15 

USUI (%) : C, 6 1. 3 9 ; H, 5. 5 2 ; N, 1 
8. 6 0 ; S, 6. 9 9 

NMR (CDCls) 6:0. 92 (3H, t, J = 
7. 4Hz), 1. 34 (3H, t, 3=7. 2H 
z) , 1. 67 (2H, sext, J = 7. 4Hz), 
3. 32 (2H, t. J = 7. 4Hz) , 4. 30 (2 
H, q, J-7. 2Hz), 4. 65 (2H, s) , 
6. 93*5cktf7. 02 (2HX2, ABq, J = 8. 
2Hz), 7. 32-7. 60 (4H, m), 7. 91 
-7. 9 6 (1H, m) 

IR (KBr) cm' 1 : 2 9 5 6, 1695, 156 



(12) 
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6 e 

[0 0 8 2] (1-14) 2- [N— (n-^ne 
M -N- [ [2' - (lH-rh7^-5-^ 

;w hf^x-;i/-4--f ;u] 7^y] ^77- 

;i^-4-#jw*>» 

5c*#flf : C^HaoNeOa S • 0. 1 2 V :/D fcf^X 
-xJP- 0. 5H 2 OiLT 

m-fffit (%) : C, 5 9. 3 1 ;H, 5. 2 0 ; N, 1 
9. 1 0 ; S, 7. 2 9 20 
^M® (%) : C, 5 9. 3 6 ; H, 5. 2 8 ; N. 1 
9. 0 9 ; S, 7. 2 4 

NMR (CDCla) (5:0. 87 (3H, t. J = 
7. 0Hz) , 1. 61 (2H, sext, J = 7. 0 
Hz), 3. 26 (2H, t, J = 7. 0Hz), 4. 
54 (2H, s) , 6. 86~6. 98 (4H, m) , 
7. 3 0-7. 5 8 (4H, m) , 7. 86-7. 90 
(1H, m) 

IR (KBr) cm' 1 : 2 9 6 6, 1706, 160 
4. 20 
[0 0 8 3] (1-15) X^/P 4- (4' -*b 

*^*;VaPx;w ^;p-2- [n- (n-7a¥M 

-N- [ [2' - (1H— 5rN^y-;U-5-^JP) tf 

7xr^-4--fM ray] ^rv^-^-s 

NMR (CDCla) 6:0. 9 5 (3H, t, J = 
7. 2 H z) , 1. 3 3 (3H, t, J = 7. 2 H 
z) , 1. 5 0- 1. 8 0 (6H, m) , 2. 32 (2 
H, t. J = 6. 6Hz) , 2. 97 (2H, t , J= 30 

6. 6 H z) , 3. 3 8 (2H, t, J = 7. 8 H 
z) , 3. 54 (3H, s) , 4. 25 (2H, q, J 
= 7. 2Hz), 4. 79 (2H, s), 7. 1 1 fc£ 
#7. 20 (2HX2, ABq, J = 8. 4Hz), 

7. 41-7. 65 (3H, m), 7. 96-8. 01 
(1H, m) o 

[0 0 84] (1-16) 4- (4' -tDVtti/) 

[N- (n-^Dbf;W — N— [ [2' - 
(lH-fh7^- 5 — f ;W H7^x;i/-4— f 

;M 7^y] f7 4 /^-5-M#>8 4? 
HKjA : 7^7rX 

NMR (CDjOD) 5:0. 9 1 (3H, t, J = 
7. 5Hz) , 1. 5 0- 1. 8 0 (6H, m) , 2. 
32 (2H, t, J = 6. 0Hz) , 2. 97 (2H, 
t, J = 6. 2Hz), 3. 39 (2H, t, J = 7. 
5Hz) , 4. 7 5 (2H, s) , 7. 09*3£tf7. 
21 (2HX2, ABq. J = 8. 2Hz), 7. 50 
-7.7 0 (4H. m) 8 

[0 0 8 5] (1-17) 5-Tir^;P-2- [N- 
(n-^nb!JW -N— [ [2' - (lH-fh^y- 50 
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)V-s-<iM if7x-;u-4 — r;W 7> 
y] -a-**)V?7V—)V 

NMR (CDC la) 5:0. 9 5 (3H, t, J. = 

7. 4Hz), 1. 71 (2H, sext, J = 7. 4 
Hz), 2. 3 8 (3 H, s) , 2. 5 1 (3 H, 
s) , 3. 43 (2H, t,W = 7. 4Hz), 4. 7 
5 (2H, s) , 7. 15^<fclX7. 23 (2HX2, 
ABq, J = 8. 4Hz) , 7. 41-7. 65 (3 
H. m) , 8 . 0 1-8. 06 (1H, m) . 

[0 0 8 6] (1-18) X^)l> 2 — [ [N— (n 
-ZfuVM -N- [ [2* - (IH-^b^V-JV- 

7*/-)V- 4 — f ;W * b* W a y Tir^- h 
JM^: 171-172t 

7Clfc##r : C 2 6 H 2 7 Nr Oa S • 0 . 2 v?X^JUX-^ 

• 0. 5H 2 OtLT 

frffte (%) : C, 5 8. 5 3 ; H, 5. 7 1 ; N, 1 

8. 5 2 ; S, 6. 0 6 

(%) : C, 5 8. 8 4;H, 5. 6 1 ;N, 1 
8. 5 7 ; S, 6. 0 1 

NMR (CDCla) 6:0. 96 (3H, t, J = 
7. 4Hz), 1. 25 (3H, t, J = 7. 2H 
z) , 1. 7 5 (2H, m) , 3. 6 6 (2H, t, J 
= 8. 0Hz) , 3. 8 1 (3H, s), 4. 03 (2 
H, s) , 4. 29 (2H, q. J = 7. 2Hz), 

6. 68 (1H, s) , 7. 3 4 - 7. 8 2 (8 H, 
m) , 11. 9 8 (1H. broad) 

I R (KB r) cm 1 : 3 3 1 6, 1 7 2 9„ 
[0 0 8 7] (1-19) + bW& 2-[[N- 
(n-yoW) -N- [ [2' - (lH-rh7^- 

y] f77-;H4--r;w *b*i"i$;7tT-b 

ytmfttir : C 2 3H 2 iNrOaSNa2 • 0. 5;**y-;U 

• 2H 3 Otbt 

frfitfil (%) : C, 4 9. 2 1 ; H, 4. 7 5 ; N, 1 

7. 0 9 ; S. 5. 5 9 

mmm (%) : C, 4 9. l l ; H, 4. 8 4 ; N, 1 

6. 61 ;S, 5. 9 6 

NMR (DMSOd-e) 6 : 0. 83 (3H, t, J = 

7. 4Hz), 1. 60 (2H, m) , 3. 39 (2 
H, t, J = 7. 4Hz), 3. 45 (3 H, s), 
3. 99 (2H, s) , 6. 55 ( 1 H, s) , 7. 4 
0-8. 02 (8H. m) 

I R (KB r) cm- 1 : 1 6 0 7, 
[0 0 8 8] (1-2 0) X^;W 4 -*=?)V- 2 - 
[N- (n-yntf;W — N — [ [2 f - (lH-fh 

7a y] 5 -*;i>**->9-h 



(13) 
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NMR (CDC Is) 6:0. 89 (3H, t, J = 
7. 4Hz), 1. 34 (3H, t, J = 7. OH 
z) , 1. 63 (2H, sext, J = 7. 4Hz), 
2. 29 (3H, s) , 3. 37 (2H, t. J = 7. 
4Hz) , 4. 29 (2H, q. J = 7. OHz), 
4. 54 (2H, s), 7. 0-7. 12 (4 H, 
m) , 7. 37- 7. 63 (3H, m) , 7. 88- 
7 . 9 3 (1H, m) , 

[0 0 8 9] (1-21) 4-*?\^-2- [N- 10 
(n-^ntfJU) — N — [ [2 ' - (lH-fh77- 
5 \iy^)V-A-^)V] 75 

[0 0 9 0] (1-2 2) X^jl/ 5 2- 
[N- (n-:/D£;i/) — N— [ [2' - (lH-fh 

75/] ^^yy-;v-4-*ju^>'^-h 

7t3S#*T : C24H27NTO2 • 0. 2 5> ? ^it>-0. 
5H 2 0£LT a? 
tUM (%) : C, 6 3. 0 1 ;H, 6. 3 4 ; N, 2 
0.5 7 

*8)fi! (SO : C, 6 3. 2 5 ;H, 6. 3 7 ; N, 2 
0. 44 

NMR (CD3OD) 6:0. 89 (3H, t , J = 
7. 4Hz), 1. 35 (3H, t, J=7. 2H 
z) , 1. 60 (2H, sext. J=7. 4Hz), 
2. 41 (3H, s) , 3. 32 (2H, t, J = 7. 
2Hz), 4. 31 (2H, q. J = 7. 2Hz), 
4. 67 (2H. s) , 7. 07-7. 15 (4H, 30 
m) , 7. 3 5-7. 6 2 (4H, m) 
IR(KBr)cm 1 :2965. 1700, 166 
0, 1 639 0 

[0 0 9 1] (1-23) 5-^^-2- [N- 
(n-yntMW — N — [ [2* - (lH-rh7^ 

;i/-5--f;W H;7xx;v-4-< jt/| 7 5 

y] -<^yy-;p-4-^;i/^>Ko 

[0 0 9 2] (1-2 4) (E) X&)], 3- [2- 
[N- {n-7u¥M -N- [ [2* - (lH-fh 

75/] -4-^^77^- 5 —OH -2-^ 
D^/X— h 

NMR (CDC 1 3) <5:0. 95 (3H, t, J = 
7. 4 H z) , 1. 3 0 (3 H, t. J = 7. OH 
z) , 1. 71 (2H, sext. J=7. 4Hz), 
2. 30 (3H, s) , 3. 39 (2H, t, J = 7. 
2Hz), 4. 21 (2H, q. J = 7. 0Hz), 
4. 76 (2H. s) , 5. 66 ( 1 H, d, J = 15 
Hz), 7. 15-7. 32 (4H, m), 7. 38- 50 



4$B!¥7- 1 1 2 9 7 5 

7. 61 (3H, m), 7. 72 (1H. d, J = 15 

Hz) , 8. 0 8-8. 12(1H, m) e 
[0 0 9 3] (1-25) (E) 3- [2- [N- 
(n-yntr;W — N- [ [2* - (lH-fK^/- 

;p-5— f;W if 7 xr:*- 4— OH *^;W 75 

/] -4"-^^*y7V— *-6— OH -2-^0^ 
>K \ 

NMR (CDC 1 3) 6 : 0. 9 3 (3H, t, J = 
7. 2Hz), 1. 60-1. 70 (2H, m), 2. 
27 (3H, s) , 3. 38 (2H, t. J = 7. 2H 
z) , 4. 72 (2H, s) , 5. 59 (1H, d, J 
= 1 5 Hz) , 7. 0-7. 60 (7H, m), 7. 7 
5 (1H, d, J = 15Hz), 7. 90-8. 0 (1 
H, m) o 

[0 0 9 4] (1-26) 4-^PP-2- [N- 
(n-^DfcfJW — N— [ [2' - (lH-fh77- 
)V- 5 -<1)V) \£y*.-)V-4-<1M 75 

/] -5- ( iH-fh7V-;v- 5 -*o» 5f7V- 

8^:7^1/777 

5c*»«f : C21H19N10C 1 S • 0. 6 5 x^lf > • 
0. 8H 2 0<hLT 

RtJMt (X) : C, 5 1. 4 8 ; H, 4. 7 2 ; N, 2 
5. 44 ; S, 5. 8 2 

$mm (%) : C, 5 1. 46 ;H, 4. 6 8 ; N, 2 
5. 6 0 ; S, 5. 9 1 

NMR (C D 3 O D) 6:0. 94 (3H, t, J = 
7. 4Hz) , 1. 69 (2H, sext, J = 7. 4 
Hz) , 3. 46 (2H, t, J = 7. 4Hz) , 4. 
78 (2H, s) , 7. 10-7. 73 (8H, m) 0 
[0 0 9 5] (1-27) 4-/ 2 - [N- 

(n-^ntfjW -N- [ [2' - (lH-T-h^l/- 

;p-5— f;w K7x=*-4— oh *?%>H 75 

/] -5- (lH-fh7^-5->fW ^71/- 

[0 0 9 6] (1-28) 4-7x-JP-2- [N — 
(n-^Dtf;W -N- [ [2 f - (lH-rt>77- 
;u-5--oi/) tf7xx;u-4-^;W *=f~M 75 
/] -5- (lH-fh7 v /-^-5-f;W f77- 

tc3&##t : C27H24N10S • 0. 2AW>-0. 4H 

fUMl (96) : C, 6 2. 1 4 ; H, 5. 1 0 ; N, 2 
5. 7 0 ; S, 5. 8 8 

Hifflfil {%) : C, 6 2. 2 6 ; H, 4. 9 2 ; N, 2 
5. 5 6 ; S, 5. 7 0 

NMR (CDs OD) d:0. 96 (3H, t. J = 
7. 4Hz) , 1. 73 (2H, sext. J = 7. 4 
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Hz), 3. 50 (2H, t, J = 7. 4Hz), 4. 
82 <2H, s) . 7. 40~7. 72 ( 1 3 H. 
m) 0 

[0 0 9 7] (1-2 9) 4- (W 1 /-*-^- f 
-2- [N- (n-ynfcf;W -N- [[2' 4 - 

(iH-fh77-;^-5-<;W H7jcrv^-4^-f 
;w *^;W 75/] -5- (lH-W^-^-fc 

ytm^V\ : C24H21N11 S 2 • 0. 2H:OtLT i0 
tfJM (*> :C,5 4. 2 6 ;H,4. 0 6 ; N, 2 
9. 0 0 ; S, 1 2. 0 7 

:C,5 4. 6 3;H,4. 1 0 ; N, 2 

8. 7 3 ; S, 1 2. 2 2 

NMR (CDCh) (5:1. 02 (3H, t, J = 
7. 4Hz), 1. 80 (2H, sext, J = 7. 4 
Hz), 3. 61 (2H, t, J = 7. 4Hz), 4. 
7 7 (2H, s) , 7. 15-7. 6 2 (9H, m) , 
7. 84-7. 90 (1 H, m), 8. 04 (1H, 
d, J = 3. 4Hz) o 20 
[0 0 9 8] (1-30) 2- [N— (n-^Dtr 
M -N- .[ [2' - (lH-xh^V-JW- 5--f 

;w ^7i^-4-<jv] *?;w 73/] -5- 

(lH-fh^-^-S-'fjW ^TV-JV 

7C*»W : C21H20N10 S • 0. 2'\+U*>-0. 5H 
2 OtLT 

fHHB (X) : C 5 6. 6 4 ; H. 5. 0 9 ; N, 2 

9. 75 ;S, 6. 8 1 

^Mtt (%) : C, 5 6. 4 9 ;H, 4. 90 ;N, 2 ,30 
9. 5 6 ; S, 6. 6 1 

NMR (C D 3 O D) 6:0. 95 (3H, t, J = 
7. 4Hz) , 1. 72 (2H. sext, 5 = 7. 4 
Hz) , 3. 50 (2H, t, J = 7. 4Hz) , 4. 
81 (2H, s) , 7. 12^W7. 27 (2 H X 
2, ABq, J = 8. 4Hz), 7. 50-7. 72 

(4H, m) , 7. 7 9 ( 1 H, s) 

WM4) 

125 I -««7>^*5r>^>n©a«»|S^fc#T* 
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2 - 75 y 7!/-;MR«»a)B»fPAOmR 

pcDNAIl:i»a^ 77U*5FU1f*»ft*C 
OSIBth5>X7i?hU 2»6 3B«iU 7 

ic, *«?B©fc^«i£i o-«-i o- lo M<D«HT8siin 
u ft^^JiSJp-a-fici o o pm ij5 i -&mT>v 

*T>is>Ull2 StTCllSIRW >+a^M/L S 
126 I -*«7>5M-y>S'>II*#fBU tf^v** 

s»7>^^>^>iio»aw«e^tt, #»i#tt7> 

jfflsa^o 126 1 -g^7>^^^>>->iicD^sw)g'& 
&5 oxesra^ftHftdttogg (ic fi o) *&. 

#afcJ:DB«H* (Ki) t*86fc. 
[0 0 9 9] 
[ft 2] 

K i « 

1+C/Kd 

[0 10 0] 

«1] 



<t£« Kl (nM) 



I - 1 6.0 
1-2 1.1 
I -3 0.8 7 



[0 10 1] I -«»7>^5 i >^>I 

Ig& (lOOpM) , Kd\tT>^y">zy>UOm 
HBSft (1. 3nM) 

[0 10 2] £®£91^ftlfla2-73/7l/-Jl'M 
«*ttB#fWS*«SK, »*WJC7>^*5 L >-»II© 



(51) int. ci. 6 mm* JTftmm&n fi &w&i*mr 

C 0 7 D 263/48 
277/42 

403/12 2 3 3 

403/14 2 3 3 

413/12 2 5 7 

413/14 2 5 7 



(15) *J§8¥7- 1 1 2 9 7 5 



417/12 2 5 7 

417/14 2 5 7 
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